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(54) Hnqofift] 2, 3 — 'OVW-Kfc! >fSg#£tf ^CD AMP a- w^HWBJi LTV>m 



(57) 



-Xtt-N = ft*toL ; R 1 , R ! &tfR 3 «*sfsX(4& 

f£%w&m*mt>i< ; R 4 tie«i3t«#®mci- 6 -7^ 

*;V**bL ; R B te*^£^:bL ; 3tttR 4 ;Rtf R« K 

-«i:&^TS*£«tii ; R e (4Ci-4-7;v*;^« 

bl;»5.(i) ttnfi«-&X»4JW8**«*5r] ©ft 




Xl*7KlXii^o^>£^fcU 
Yii-NR 3 -X(i-N-*gfc U 

R l 3L0 , R I ttra-XI±^*&!t>fi?*:^ibL, TkH, Ci-i-7>Mr>K - ho', 
Any>, 1-NR 8 R\ -0-Ci-4-7JU*JV, -C.Fi, OHXJiCi-i- 

7^*^ >f U 

R'JiTkt, l-CO-R 10 , sy f Ci- 6 -7^ d r;vxttC3-7-->^o7;v d fJv 

R 4 tt.1t*XJi*1lJftCi T . -7A>**>*%to U 
R 5 JiTkf £^feU Xli 

R 6 iid-«-7;v*;v£g|;bU 

R'S0 f R s f±l^-XliH'5:&*^tgfcL, Ci- b - 7 IP* ;vX«- C 
O-Ci-6-7^^^^ 



R 10 fi7X*> #E£XliitiftCi-.-7/w*jK #E&Xti:S&C«-io-7'Jr- 
JK S-NR n R 12 , -0-Cx-.-7;V^r^x Ca- e 
-7;^^Wli-0-C ! -7-v'^D7JV^JV*IbL. 
R"St) , R"lil-Xli*4oT^t), jjt^ M3feXI±tftCi-.-7;v^JV 



(3) #*2 0 0 0-5 05 79 3 

2. Ijlllfil?)^ 

1- (4-T5;7iiJl') - 8- ^>^~>-4, 5-/tKn-3H-2, 

1 - (4-75 7 7xr.ji/) - 4 8 -J f*y-5H-2.3-^ 

>Vv7-if t^y 

3-7-fef-JW-l- (4-7?y7x-*) -4->f-Jl/-8-> h*->-4 
,5 -vt Fn- 3 H- 2 , 3 -^^/v7-tf t: ^ 

3-n-7*nt>-;v-l- (4-7^7i-*) -4-^^;v-8-^> 
*V-4 . 5 - v'H Kn- 3 H- 2 » 3 - ^ > 7 -fe* t° > 

3 n7nei^;v^;v- i - (4-75/7x-jv) -4-^'f-;p- 
8 h*->- 4 .5 - 

Kn-3 H- 2 .3 - ^^7y7^t:'> 

3 )V#-)V- 1 - (4-75/7x-;V) -4-p?f-^-8-^ 

f^y-4 Kn-3H-2 . 3 -i-sVVTH 

3 -p?f-;i"#;WN*^-i';v- l - ( 4-7^/7^~ ;v) - 4 -ptf-JP-8 
h^->-4 .5-yt KD-3H-2 . 3 -«>W7*i M > 

3-7-bf-JV-l- (4-7?/7x^;V) - 4 -^f-IU- 8 -> Hf~>- 3 
H - 2 . 3 y 7v7€ feT > 

3-n-7nt>^*-l- (4 -75 / -4->f-;P-8-> h 

^ry-3 H-2 ,3 -^>Vv7-t*t°> 

S-^n/Dt'MJ^ji'-i- (4-7^7x^*) -4-^f-;u- 
8 - ^ h * - 3 H - 2 , 3 - * > V* V 7 -If f > 0 

3 . » « i tzm& i ^^»*^*-r*nsi« 



#j|2 000-50 5793 



4. 



a) -feU I 




,CH 2 -CO-R 



(II) 



<7^k^^H 2 N-NH-R 3 -eiJ^T*^\ XJi 
b ) -ttS I I I 



K4u R\ R\ R\ R 6 S^X(±fT!eo^<7)^^^L, A"{±«ial07 
^£ - h nX&0VXii 3 - 4 -■-Sjg[#«r»pc L^o/Xii-« I ©ft^fc 




tt&2 000-505793 



V v 7 -tr fc? c7) 
AMP A- \«*7?-mmt LTO^ffl 

£ tlfc 2 . 3 - ^ y V v T¥\£y mm®- \t * J* U JVM V -fe ~f 9 - (Qui squa 
lat-Rezeptor) Kfr-f &H!j5^tt£# U *oi©i|tti:J: 19 +ffi#«c7)^m 

8-7^^y-fj| 2 , 3 - ^ y VV 7 V tT I i £Wt&m Kft t 



0£ + > 

Yfi-NR 5 -X!i:-N = «;bU 

^n^> N i-NR ! R 9 > -0-Ci-4-7^^;v, -CFj, -OHXfiCi-e 
R 5 f±7.Mt«;bU Xti 




R 1 



(I), 



(6) ^2 0 0 0-5 0 5 7 9 3 

0-Ci- 6 -7 

;W S-NR 11 R 1 \ -0-Ci-6-7^^;V, Ci-7-->^07WJK.C2-« 

R^^^R^fil^-XliM^oT-is^, M&Xtit&Ci- 6 -7^^ ■ 
XttS*XH***C.-io -7 'J U *o 

-<vc- i±rs*§£-Xi* <?Mfc & 

C i - • - 7 a * ->X li^ n r > 4 i fc i 4 o 

o - otm^ MX Jifli* tf C i- 6 -7;v3^f ->X(i^ nyy i t a*T 

Ho 

y?n7WiVltLTI±, ^jim^n^ni/^ v^n.7^;K v^n 

7 /i^ - ;vS f±MX 14 o T J; v> 0 flix. if ^ ^^n^t d« 
"C§ 4 : 1 -7°n^r.;v, 2-7°n^«-;i/ > 3 2 -7"n^^.;v, l- 
/t-)K 2-7'r-;V, J=< ^ T J tf-JVo 

r^y-f LTJig«Xtt5-tt*oj|BJKiK* 



(7) #82 00 0-5 0 5 79 3 

¥ P% Ptf-P^ jj-fU-ilV, /^l/U-OK h'J^fJVT-tf ii/^t; 

M18-22 g^NMR l7^^*iSl*ftTf: (6:00-18:0 

: o o~ i 3 : o on*Klt*tfc 0 
AMP ASrift^SUfcqrfiBftv^^^OStftitLfc. 7 7° 'J li. 



(8) ■ #^2 0 0 0- 5 0 5 7 9 3 

□ g[;'fi>r n 7 (Montemurro and Dukelcw) <7)MM ^ J; 

KmxLtzo i^i&ij^wfttt^ l< immmm<v&mx\ 1 sows-cm 

< liSISTtf* (THRDso) £ 4 ~ 5 H^^TiUS Lfc 
o T H R D 5 » # VfcMMft * M m frffixm 5e L £ 0 

li#Ki*#£4;l£>.I k*&to %oT, itifbtftffc^fiAMP A- V-fe7°? 

k. <£ •? > gtft^ti * a m p a - u-t 7^ - o ifj$y wlkx *j i&m-t & # 
ymx\±T^ymm<D£ $ ^^j^^j:&««^m«i-^o ic 



mm 0 0 0-5 0 5 7 9 3 



a £ ft lift/B » St e>fl& SMS 1 $f «X li H#J JS 

^g^MliHKM. MitfM, £$£-ffc3h SMXIifUb&k S&EE 
* m b 3 * & * ^ i&X li Mffi^J mUi/>TJ:v^ 

S nSffl *> * n# c 9 )v 9 S cr /x li &f b* 1 g 

fox\m&n. Mils?? y-x, Y*j*uuvTy7°yx\$v^iT4*7*y7° 
y*%-tzmu «*^Xfi*7°-fe^»MT*^ 0 &^}mmzr\ 

^fr-tftigftS**,, 1 B*fc!>O«5-*li0 -5-10 
§#W^-fit LT, Xli2W±lc^S«L7t-Hffl*TS^1-*it "b-C^&o 
a ) -jtoS I I 



R\ R\ R 6 ^^X{iffl)ie<7)4)^^^^L, Rfik Ko^rv-XliCi-6 




(II) 



(10) #H2 000-505793 

b) -feU I I 




ra 



K*, R\ RVr\ R , Rp r X»iliTffi©'bO*3cfoU A'fi««?>7 
H£ - > nSXtf/Xli 3 - 4 - -*J»#*«7cL^o/XH-ttS: I <Mk£-fe 

ttffiiS* inK? v > M# t <r> % SttM , « £ rt 7 * 3 - ;vX ttiStt* f- V 
TMfit/XSit K7v^lt^#t £®M&k ^Jx.i?7;V3-;i/Xliv^^^*^ 



HIT > * x. a X(i K 7 v > £ ^ffi-^-ffiffll- 4 £ fc I 4 0 StcSU #!) jL 
tfSWt* (II) Xii±afbf-^> (III) &*tft£l§t#MK, H^Ki 
i9S£E£^#£?«JB1-* m^Ji: LTJi&fc&ffl-f* £ 

T£& 0 *v>T, KJBttK, «fl£i:m»Xtt&tt7>*-9i^#£T^ 

7Xf ftftft L T li, ;Kt X liW *. ff K 5 v > jjtfJUfc t * £ t 

;V7^ >fc«i:J: »)ffl(&1-* *>w**>f Mbi=r«#&tf\ t L< lifckflM: 

«t , Xi±x7;-r^5c^(??^fe^^ra^7^3-^<7)#4T^^^ >r f?^v 

7 5y3£©7^#Mb^3fSw»^ fcifefci f?-M£if7;u^;v^n^Xt 
Brc-XliS 7; 7V)^&K J: *) , h'j7x^v*^7^ >Iff7V'y*;wf> 
r JWOfcfcTfc 7;v 3 - )V t SS? £ 1 K <£ «j 7 X 
}i£co7? yH7;vft KXiifr 19 2oo^i&*;v#^jv 

KS1"& [^CE> ^fl^ifVerardo et al. Synthesis (1993), 121; Synthesis (1991), 44 



(12) 



mm oo 0-505 79 3 



7;Kawaguchi,SynthesisC1985),701;Micowic et al .Synthesis (1991), 1043] 0 

r r y Kn 7 9 >Xtt t: T J v > +^Jfi1-**\ Xli">3 7f > -A7 v > - 
(Schotten-Baumann-Variante) fcmwi* KTfriJ V \k<0 p H 

V7v~*?i*&*&.im (i) xji^kffl (i) m^t&m, wx.tf**x 

fc^T^&o 7 5/3£coP£*ttf h7(i Fn77 ^ + r ^T, 

X(iv7V^WJx.(«i , |mTCD, »#KJ:tj« (I) ftftftOflfebllTK, v 
7^-9Affi^»7ntt£»fcJ:^^3;lta,, 7 7 ^<oMX liffl L tt\ -77V*- 

7 Af > 5 7/P*n^V- Y<0^)Vy • (Balz Schiemann) Kj&fcJ:'*) 

, XfiHF x t: yy>«W??)V7^ti:J: I J: 

•9 7 yl^*>«7j§U ix.lff r 7 7f-;V7>*~7A7;V;$- D F5)#$Tf 
J: *)S)lifii1-a (J. Fluor. Chem.76,1996, 59-62) „ 

4f > 4. «1- & i t K X \ o 3 1 § IE £ & BMS-f * > O&g £ J: ») fi 1 

£J) (Tetr. Letters 1990.4409E, J .-R. Barrio et al . J .Chem.Soc.Chem.Catimun. , 

443(11983)^ &) 0 

K j: 19 xt Xfi E/ Z t fc § S o 



(13) #^200 0-5 0 5 79 3 

l 



1- (4-7<y 7x-^) -8->h*f-4.5-yt>'n-3H-2.3 
Iff A 

i7nHF^«fift*^'>^A 8 ■ 3 0 g (75-0? 'J**) 
0tT*^*3Kftt h T J»>A 5 -0 g (1 3 0-0 3 'J*/u) fcjSJUU 3 0 59*^ 

PLfct, THF 7 5 m 1 +^3 -7 s ~n^-4 - > K'/-7i-^f 

;Vx^fjV 10. 75g (39. 3 5 (O.N.Tolkachev^ ,Zh.0bshsh. 

Khim. 31(1961), 1540, -1545) <DmmmM?Z>o , £OiS-fr»* 0 

1B#K> 3fct»TiIt2 0B#M#U tffcK: 0 VK^m-T &o 7X1 0 0m IS 

CflnHCl 100ml £»U ^oTHF^MHSo 

2- (3-7*n^-4-n^-/-7x-;v) -x^/-;v9.10g (10 
0%) «4MtltlHti, ititC^iWIgfjyiti, 
XfIB 

4fi7K^>-t?> (9 6ml) 2 - (3-/Dt-4-^ h J fy-7i-iV 

) - X ^y-;i/7 -5 0 g (3 2-4 5 ')*;u) , 4-->n-^>X7m K 
4-9 Og (3 2 -4 5 'J^iV) StFSfci:illtLtMtt4 -3 9 g (3 2-4 

5 0 *)i>) coWiWM^K 



(14) !f$j|2 0 0 0 - 5 0 5 7 9 3 

tJV (25ml) frhW&Mi-f&o 6 -rnt- 7 1 - (4 -~ > 

D7i-JV) -^V^n7V7-9 1g (6 7%) > Ml 4 4- 1 4 7 TW# 

IMC 

XmBfrh<Vfo&y>l5 : 4 6 g £7-tr>> (110ml) 

+ ty 3 -7XM!2 2. 5ml t*i:-«imt4o #fiti Lfc L, 7 

*h>Tfem&+*> 0 i«ft*>fy^/V-^4nil £3 0t>M# 

*r/l"*fci8*U &-?*&f?m&L, ^o*«ffl*?g#U^ ^S|t4o 
iHHE^S-fta (12ml) ^t>ffjB,P H t*. Ml 8 9 - 1 9 2 t©5 — "/ 
nt- 4 -> 2 - (4 h n^>vM ;W) -7i-JVftS4 - 3 0 g 

(7 3%) »<bit£o 
1*1 D 

^1" 0 9 8 % F7-7 >7K» 1 • 5 0 m 1 (305V <£>M$U 

5 B#W« tttSo fcSPfc, ^11^ 1 n H C 1 2 0ml "CSte fc t 

SI*K** -cot K 7 tgiSf^ f- v > * CIS ? *^ ^o&ftptf-w^ 

3 0ml t?)N, N' -*? s s9 o^^/l/fc/UtffSM 5 K2 ■ 0 6 g (10-05 

U &V>Tx*/~/i, (2 4ml)' t&K 10-1 5 U *rfcK«t 

S1-*o M2 45-2 5 6*0^7-^0^-8-^ 1 - 

7x-;V) - 4 Kn- 3 H- 2 . 3 Y*v7-f?£>- 4 2 ■ 

5 6 g (6 6%) *«#^S„ . . 

7-7"n^-8-y F^/-l-7x^-4,5-ytFD-3H-2-.3-^ 



(15) #^2 0 0 0-5 0 5 7 9 3 

1*1 E 

miit&m 1 ■ 1 0 g Z^it^f-Vy 4 0m 1 * J 

Om 1 *K$F*U ^o^K*iJ^A 0 -3 9 g (2 -8 2 5 U^V) SO* 
1 0 %/^y9A/ffittR0-2 0 g<7)«KJ: *)7jcSHKT& 0 'SI 

atai-4o i- (4-7? 

- 8-> 4 -5-yk Fn - 3 H - 2 > 3 -^>V>»7"lf 

y-4-*y, m&l 6 7 ~1 7 OV, 0-6 2 g (7 8%) # s #f>tt£ 0 

TOfc LXfflfct& 8 F*~3/- 1 -7i-JP- 4 

.5-ytFn-3H-2,3-^ f > - 4 - * ^j&»ftj& $ *14 0 

2 

1- (4-7^7x-Jl/) - 7-^nn-8 Y*l/-4 .5 -yt Fn 
- 3 H - 2 . 3 - ^ y S / S J 7 -B tf > - 4 - * > 
Iff A 

j&j^y^fy (200ml) + <?X 2 - (3-^nn-4-^f^y7x-;V 
) -i^-iH5-70g 0 (L.S.Fosdick^,D.Am.Chem.So 

c. 68(1946), 840 - 843) , - j, u ^ > X 7 t K 1 0 • 2 3 g ( 7 2 • 0 ^ U 

6 0ml) ^^S^h h b 1--& 0 6-^nn-7-^^y-l - (4--hn7x 
i*) i -fy^7> 1 0 -4 g (4 5 96) , iH* 1 5 0~ 1 5 3X2tf&htl>& 

XMB. 



mxm^h^M 1 0 -2 3 g 0 * v a - >Xfs^ 5 5 m 1 



(16) #112 0 0 0- 5 0 5 7 9 3 

I§h h b 1"4 0 Ml 8 5-1 S8W5-^no-4-^ h^->-2- (4-~h 
n^>VMJV) -7^-Jl«7 -2 8 g (6 8%) jWffctlSo 

HfXig35^9fl:#«5 -3 2 g *x?;-A/i 2 0ml >f 

■C9 8%£ K9y>*3fflW2 -4 0m 1 (505'J^JV) fcfi#U a*o5B*M 

;-)l*-?tomt2>ZtK X ij|gt4o »&2 5 8 - 2 6 2T3W7 
-^nn-8-^ ( 4 - - > n 7 * - 4 . 5 - yfc Ko- 3 

H - 2 . 3 7-tr f y - 4 -# > 3 ■ 4 8 g ( 6 3 96) W% btl&o 

MXmvfc&ys Q - 4 8 g (1-45 D^) £DMF 1 0m 1 ^y-^ 
10ml +fc*53>U ^Ra/N i »<0#4TK 9 8%t K7v>^Dft0 
■27ml (5-55'J^V) *&iD**o *?>^ - <D&&to* 2 BtWtt^t * 

A*o4*»*atiai-*o »&2 3 4 - 2 3 6 'CO 1 - (4 -7<S 7x 
— JV) - 7-^nn-s- 

M f^y- 4 , 5 ->'t Kn- 3 H- 2 -3 t° >- 4 0 ■ 3 

1 g (7 0%) »^>tL* 0 
3 

1- (4-7^71^) -4-p(^;i/-8-pt h^->-5H-2.3-^ 
IgA 

^6E7k^>-fe*> 1 6 6 m 1 +<7)> 1- (3-7n*-4-y f*y-7i-jp) 
-7*o;tV- 2 -*-;V3 2 - 4 6 g (13 2- 4^'J *)\>) Xtf 4 --fn-^ 
^X7^ft F2 0 - 0 1 g (132-45 H*) ©$gF?fc£*rfc ilftlfc Lfc^-ft 
Ml8-04g ( 1 3 2 ■ 4 5 'J *;U) fcStfjDU 3 1 

^3BtWS^1-^o ^^-e, iOEJS^«fS-lBIH^llt»L;*l 5 0ml 



(17) ^2 0 0 0-5 0 5 7 9 3 

T^mt&o ^«*s£5Mu mum (2 x 5 0 m 1 > > 20 m«i 

tf'J^-H (1 00ml), 8%m8tm.i-Yi)V&mm (5 Oml) Jlf* 
(2 X 5 Om 1 ) Tffi&U ffiiSfcf *• lit, IM^Mil^l^, £ 
ti^mx^y-ji/ (4 5 0 ml) t«t J iCg B B B I 6 - /n ^ - 3 - ^ f ;v 
- ,(4--ho7x^;i/) -^;^D7^>lcs: 20- 
3 9 g (4 1 96) , m&l 2 8~ 1 2 9"C 0 - 
XfSB 

7-fef> 2 5 0ml + <7?IfIA^?Mt:-£tJ2 0 ■ 



39g (5 3- 9 5'J^) *>*ifcfc, 2 0l3Ti^2 Ofrffl^tTva-^Xf^ 
31 7 0 ■ 7 8 m 1 ( 1 8 8 ■ 6 5 'J ^ltttl» c ^V^\ KlSig'^fcEfc: 

4WU ^tttfc* (7 5 0 ml) «iQl-& 0 *fffitfc»JI*!R9IM 
U ^fti^ti, (2 0 - 3 2 g) ^fx^rJV (2 0 3 

m l ) #«^U ^07 0%^;i^n;v$M - 9ml (5 6- 3 5 tfi 

£-r*o .^M£^#ra«sof£u ^i^^ifrttju^&o su&2 5.2 

~ 2 5 3 t (frffl) cr)6-7'n^-3-^f-;V-7-^h^v-l-(4--h 
D7x-*) - 2 -^>V't°'J 0 DI/-M l-26g (44%) ^ 

xmc 

XUBfrt><D2-'<>W) ';$A*4 -0 8 g 9 ^DMF 

(20ml) + fcfcid* U 9 8 % t K7->^*fllft 1 ■ 2 9 m l (25-75 
U*;V) ^JltSo «H*a2 5ttl 5fl-Mat#Ufc», £)&«7jt8 Om 1 
T?it*3*S. ^m&RWkX-vfcgKDtk, 7-7*n^-8-^>#^-4- 
(4--f07x-^) - 5 H- 2 .3 -^>V*^7-tffc° y 3 -3 2 
g LT, H&2 1 8 ~2 2 1"C t,#^W 0 i^-^ 

15ml 2 3 4 ~ 2 3 6 "C (fr») cOt-fe|g B H B <7)^ 

"CM^ 2 ■ 9 6 g ( 



8 9%) «^& 0 



(18) #*2 0 0 0- 5 0 5 7 9 3 

&#fi9fcra*fcLT, fflm-f&XmA-CKX »)^M«?tL^ : 

7 -7"n^e- 8 h*~>-4 -^f-;i/- 1 -7^~J1/- 5 H- 2 .3 

XflD 

mzxmcfrbcQs<y^z/7i£\Lymm{to -s o g d .2 8* u^/io 

fWny^ (5 0ml) K»^8*'HA0-2 7g (1- 

8 , R|1^7y^A (10%) 0-5 0gS^tF7v« 
1/(9 8%) 0-2m 1<0», 1 0 OttlSlWtl.o HI 

x^y-jv (3 -5m l ) ^ ^#^ H a a -T & t , Ifc£ 1 3 6 ~ 1 3 8t:?)m?fife 
W&fa^-C^Sfli^&O - 2 1 g (5 9%) ^#P>tLSo 

7 8 ->f^y-4-^f-JV-l-7x-jV- 

5 H - 2 . 3 - ^ V V*J 7 -if fcf > 0 

3 1 - (4-7?y7x-jV) - 4 -p?f-;U- 8 Y* 9 s- 4 » 

5-yt Fn - 2 . 3 V V*v7-fc~ fc: > 

MA. 

> ^/-;U6 Om 1 %><D 7 -7D^-4 8 h*->- 1 - (4 - 

-Fn7x-JP) - 5 H- 2 .3 -^V'/y'r-iftfv (*jfc«3,iec) 1-4 
g ( 3 ■ 6 3 'J *)V) OfiSifcK, «#J«M 3 • 5 m 1 (4 3- 2 5'J^)V) 
fcifobPU 3l£iR£ftl OfrfflfrtfX*i>fomki-y l -8 0 g (47-5 

§:^i«tSo ^l#MlfflM#U (6 0 

ml) -e^T^o MSt/JC^^IMU 5 0%*1'4^ 9J-frt (3X5 
0ml) »1-& 0 LT^f>tL7t7-^n^-4-^f-;i/-8-y h 

(4--fn7i^;V) - 4 , 5 -v£ Kn- 3 H- 2 > 3 -^>V-y 

£ £ £ «fc *) 1 7 2 *- 1 7 4 We W xn - <7)|±H 1 • 2 3 g (88% 



7-yn^-4-^f-^-8-.^h^v-l-7ji-;i/-4 I 5-v ? l;Kn-3 

H-2>3-^>V*-77-trfc°> 

XfSB 

miaXflA^fj^vt; Kn<k^%0 -6 0 g (l-5?'J*;v) £&*&K3m 
1 + fc#j3»1- 0 2 5 "C-C 1 ^ffi(7)M^W^»> 15ml k%Kffl 
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